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(57)Abstract: 

PROBLEM TO BE SOLVED: To provide a method for producing azithromycin, enabling to 
obtain the highly pure azithromycin in a high yield. 

SOLUTION: This method for producing azithromycin comprises producing the azithi-omycin 
from a proper iminoether used as a precursor. Therein, the reduction reaction and the 
reductive methylation reaction are continuously carried out with hydrogen in the presence of a 
formaldehyde or its supply source and a noble metal catalyst, and both the reactions are 
performed in the same reaction vessel. 



LEGAL STATUS 

[Date of request for examination] 30. 11 .2001 

[Date of sending the examiner's decision of 
rejection] 



http://wwwl 9.ipdLncipi.go.jp/PA 1 /result/detail/main/wAAAI4aqBzDA4 1 03 1 6699P 1 .htm 7/26/2005 



Searching PAJ 



Page 2 of 2 



[Kind of final disposal of application other than 
the examiner's decision of rejection or 
application converted registration] 
[Date of final disposal for application] 
[Patent number] 
[Date of registration] 
[Number of appeal against examiner's 
decision of rejection] 

[Date of requesting appeal against examiner's 
decision of rejection] 

[Date of extinction of right] 

Copyright (C); 1998,2003 Japan Patent Office 



http://wwwl 9.ipdl.ncipi.go.jp/PAl/result/detail/main/wAAAI4aqBzDA41 03 1 6699P1 .htm 



7/26/2005 



ma^mmff (jp) «2) ^ H ^ ^ (a) (idwihhh&bi** 

i^^¥10 -316699 

(43)&nQ ¥£10^(1998) 12^ 2 Q 



(BDIntCL* 
C0 7H 17/08 
B 0 1 J 23/42 
23/44 
23/46 



301 
3 11 



FI 

C0 7H 17/08 
B 0 1 J 23/42 

23/44 

23/46 

i[^JBcr>&9 OL 



A 
X 
X 

30 IX 

3 1 LX 



mmzm< 





f»H7IO- 110410 


(71) MBA 


S96078429 








'f>^'- USx^yH 




JF^10i^(1998)4^21B 




x-YXH wxy?-6000 ua-tjp? 








7, K:si>vi3^ 1 


(31)«jfe«l£5B»^ 


102. 00 6 






(32)ffi5fea 


1997*P5^19B 




'}?;i'h:^f;i'«siH 2950 /t;k^7. *n 


(33}fi5yi£^ 


^)Vhi}}V (PT) 


















(72)f8W# 


















*JWh^f;p«»a 1000 •j;^#7, m 








^tn 5 i'Oh x-fK 7tf3:^if 














(74)«aA 





(54) (f8W©«»] 7-;?xnT-f'»©if«iiilijtt*fe 



(57) 



(2) 



!^^10-3 16699 



[000 1 J 
[0002] 

4,474,768-f-StA'l^,517,359-fBJffl»#B^) , XUXO 
v-yAtO-^'^J'O^-f Hil*T-<7)a^][Ii^C0jr>ffi(exp 
ansion)/f}A (inc lusion) Srlf V ^-?V ^T'»7CW^ f-y^-(t; 

1 0 0 0 3 ] xy ;7.dW v'>'A^Ti''>?.av-f >'>'fc: 

t^&m^tlXa'O (J.Chem.Soc.Perkin Trans. 1, 1881(1 

x?:Xm3^j:mMX'mMiLfz^lzmVj:^m<^t 
-5. C:fi^(0ii^Tt'{4. Ti^'^^DV-f i^>'S:^»^lR 



[00 041 xOXa-^^ i^yAtrTi^Xa-?^ i^yliZ 

^mhumirmffixm^^^ix^^i ■. wh. x>; 

>f 5 y x-T;P$rgjt-ri,xS : ^ 5 /x-r;^Sr]i7C 
Lt9-T:t^y-9B-r-tf-9a-*tX'JXQ-7>f 

[ 0 0 0 5 ] iiyx-T;u(r)m7tbwmyf-fi^it 
{i, 2igTo-feXT'fc2.fc:StiS!{cia«$itTv> 
S (per #i^ajlRSg9V02547#-^iam94/26758# ; R 

T:t^ y-9a-rif-9a-;ittx 'J ;^nv-< i^ycomm^^ 
o^a^hhifihX'hh. 

[0006] 

[iia^J»^1-|.7ta^><^^S3 jiS5r 
x.Vxa-7^ i/yo)^ * yx— r;l/SrS7cLoV'»-C*>< 

fc*«T'#s::t*^*>*i^. 'f-iii«:S^<^±a2o 

[0007] WrnXWizi^hM. -i s y x-x/i-ojg 
TcSrff d cotcft 1 3a*Wf .6 1 V >^tzfkmz 

#^ffifflLTiSE*«{l:*^'ff;b^iTus (pa 

|g94/02547-^-iKfS§g94/26758^#HB) . 
[0008] ±i£fi!*c7):fraT'{4. <5:t. S«T5 ySr 

^^RlLov^rciiOigttr $ ycmjm^i'n^iti:n-ox 

(Eschweiler-Clark)^^-^' DD*;l'A4' T' 
*;PAr;UrbHfcdfB5lr<^ffl-S:«ffi-rs*\ X(4, 

^ffiffl-SrtfoTV^^ (*ll#i^m4.517,359^jffl 

J.Cheii.Res.,1988,1239-1261#,^) . 
[0009] :m.tilr^*7mf Y U >!?A$-ffifflf 

BBIHS, J.CheB.Soc.Perkin Trans. .1.1881 (1986) # 

ra) . minm-Mz-^^-thwm<n'^wmmt>Mzif^ 

'^%%^^<^Xh 0 . 9-T:t^ y-9a-rif-9a-*^:X y 



(3) !Rf^10-316699 



[0010] ±s.<n^mi.mijm^imz'M.x *)iz 

[00 111 *5|HJt:fcV^-C«. Ztli^<mm\i9-T:^ 
^ V-9a-Tif-9a-7^qEx U :^ DV-^ i^yifSft^^ 

a7c(iO~5(rC(7)aKt'ff*>iil. ; lift LV^SJSSiH{i 
20~25X:-C*S)-&. Zco^iz}i\,^x\i. ^^fplz^iErt 

[ 0 0 1 2 ] ff t Lv^^Ui, THSra^coSl-^T'-^^-r 
^i^yXJiCiii^. fc*<^S-^!Bj<orf: ^WSJ^ifilffl 

[ 0 0 1 4 ] »t L\,^tsimi5%<r>xDi^^j^im±.iz 
'j'^j^<r)mm,tmmimzm'^\ lto. 5~ 2 
St Lx-m\>z^£hmi^mm^^x'\i^j:\'\ 

[0015] 3il^r*;l/AT;J^t H^5fitJ&^{i37%7j<: 
;H^;US'), 23~lOO^;wo3iHT^?-«tt#S. R 

[0016] Ti^^QV^f i^ytiR^S-^lfiSiOpH^ 9~ 

lofcinfi-rs ;i t Hi o^Mt-i. . ; n-nmzi6\.^x 

Emi3ifcfc>r^TJS^t LTffiffl•t^.«t^-»■ 
(00 1 7] tjf->T. *^B8tcJ:iT.tf. Ittc. TtewfiJ 
- 2-><r)m^ 1 ffl^'ttOg:iE^tff V^ttl, ; 



[0018] 

a^o^r&TPSUcxuxov-f i^yAtfo^ $ yx- 

T/W 2 g (2. 7 S U ^71- ) S: 20ml cOgffitt^l^S? HirJt^ 

Sit, o.03g(o.38S'jt;i^) ffmm-h')'^J^to.5g<r> 
SJI5%Bh/C ( 5%^n>'-n'AS:^±tli1$$-l«:ffi 
«5) (11.25BgRh)S-»t)t. OV^f^^1?!ll-70^'?-;W 

37%<^*;i'ixr;i'TtH*-g-^r-rs7ic^?s27Bi(o.3 

mmm^xmmmtz. i}<%htirtmm^zi5 
^Ltz. mm:2mmuz'{k. mmpi^t. ^x- 

^cO«g97%) ^fl^::. 
[00 1 9] 1MM2. 

3i^o:6raTPSL3txuxQ-7>f i^yAco^ syx- 
x/l' 4g(5.4$Ut;P) S:20Blc7)i^t}i^§-ti-^c^ 
miz, lg«0®B5%Rh/C(22.5iiig Rh)^afe5Dt3t. OV^ 
T\ ^g-&^^!l2:60^^'-;^^ffi:']T, 40°CT-5BSS*S-ftiL 
iZ. ZCTif^^amJik. 37%<0*;UAT;PTbHS:^*- 
•fS*J§?K22.5Di(0.3t;P) :*^vBET. SismSn 
L-P»,^T'ii^!|l!l$r40A'-;l.£r)E::»)Ts 40'CT'20^S*S 

^4N NaOH^fiM3LT9.4{Cpt5L!t. SiaT2^afl^ 

Lta, S^^rriiL, ykX-m^L, mmtX. 2%<r> 

10020] Has. 

a®co*^TPi?Ly::x»J;z>o-7^ ->yA(p-^ 5 /x- 
f-;W 8g{10.9S'J^;l') 5-32ml£7)Pi!t8mli07|<t?§ 
»$-fr3t^?g{C, 8g<7)S}^ 5 %Rh/C(180ingBh) Sr^D L 
fz. ov^T'il^S:70A'-;i^E:^Ts Mar2.^g7k 
sIfliLJt. CIcO^iOl^Tm, 37%eD*;l^AT;Uxt K 
^-t*-rS;J«^f640Dil(0.54^:;t') ^r^jlDL. Ol^T-S 
•^!ilS:40A-;Ko£E^jT> 40-45'C<OfiS-C20^*« 
ftUc, ttjS^rrS'JL. r?S<?3pH?:4N NaOH^-ffifflLT 

9.4tcpiiiL^^, ssT'2i)#ia}ijf Lf^m, a«t^r5S 

(SeB^B^«0|iEg95%> 

[0021 ] wm^ 

)i«iO**T^I?t:txy ;^a-7-< v-i^AiO-f 5 /x- 
r;>^ 4 g (5. 4 S 'J ) 5- 4 mi <0B^ t I611I 

4g<7)gfEl5%Rh/C(90iiig Rh)5:aS^PL 

tz. -?ir^-C'S^!t?j^70/N'-;KoE:^T, Mat'2i^S7j< 



(4) 



!|fgl§¥l 0-3 166 99 



$"t^-rS^I<J§m25iDl(0.34^yU) ^;*:mffT, m&T 
aOH2rffiffltT9.4icPS5LJt. ^St:-2^IS|JiSf LJ^i 
[0022]^M5 

r/p 8g(io.9s ^TAmKmmzmm^-^tm 

mz, 8gOSjP35%Rh/C(180iiig Rh)S-»L.fc. -OO 

-tl>*?§?g5(kl(0.67^/l') Sr, :^^aT. SSm&D 
■o»r^X'S-^S:40^N'-;l^<:0£E:'jT. 40-45iCCDaK 
Ximm^mitLfz. SMSriPS'JL. r?ScOpH^4N NaO 

[00231^M6 

f-yl- 4g(5.4 5'Jtyl^) ^ISmlcOifSt 2nil(7)7}ct?§ 
^$-y:it?i?gtc. 2gC0SJ35%Rh/C(45iiig m^MML 



^■&irtS*^?S35al(0.47t;l.) ^;*:^ffr. m.i&T 
?fe!niLov^-CpH$-4N NaOHSri56fflLT3~4(cP8i)L;^c. 
OV^T-M-&!^S:40^N-;KOffi:fiT. 40-45*C«OiaK'C24 
mmitLti. UmimU rJScOpHi&4N NaOHSr 
il6fflL-C9.4HPaSL/i. Siar2i^aJ¥L^m. s 

[0024] lasgii? 

m'^<D1JmX'mmU^::JiVXa•?^ i^yAO-Y s yx- 
T^l' 8g(10.9$yt;P) i 8a\<7)mkt32mmyiiizm 

tc, -:)V^T^-&!B!i$r70/<-;l^E:»]T, 40x:<7)iaST2 
^H**Yt;t/i. <r<?3»Sco*§7S. iOg(o.33t;i/) co 

RJ5!S^iOpHS:NaOH$-i^LT4fc:PS!rL!t. OV^T 
W<-fl-cr>j±tlT, 40-45°C<7)aST'24SfE|7klg-fl:$rff 
ofc. iiMSr^SOL. RJES^OpHS:4N NaOH^filffl 
LT9.2fc:illiSt;t. mWLX'2mmLt:m. 



(51)lnt.C1.6 
// A6 IK 31/70 
C0 7B 61/00 



ADZ 
300 



F I 

A6 1K 31/70 
C0 7B 61/00 



ADZ 
300 



